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(57) Abstract 

PURPOSE: To obtain a new benzene derivative having 
strong acetylcholine esterase-inhibitory activity and 
useful as an improving agent for senile dementia of 
Alzheimer. 

CONSTITUTION: The compound of formula I [R 1 is H, 
substituent selected from substituent group A optionally 
having 1-3 of substrtuents selected' from substrtuent 
group A, or aryl, aralkyl, arylamino, heterocyclic or 
heterocycloalkyl, etc., substituent group A consists of 
alkyl, cycloalkyl, aryl, heterocyclic, aralkyl, halogen, NH 2 , 
alkylamino, arylamino, N0 2 , CN, suHbnyl, alkoxy, etc.; 
R 1, is H or together with R 1 forms dihydrofuran ring 
fosed with benzene ring; U is CO or CH(OR 2 ) (R 2 is H 
or OH protecting group); V is (CH=CH) m , (CH) n [(m) is 
0-2; (n) is 0-7]; W is N -containing heterocyclic ring 
and is bound to V through the N in the ring or group of 
formula II [(k) and (I) are each 1-4; R 3 is aryl, aralkyl, 
etc., optionally having substituent, etc.], e.g. 
4-[3-(N- benzylpiperidyl-4-yl)propenoyl]bi phenyl. 
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(54) [3g^<Z>£^] ^>i?>R*# 



(57) ami msM) 
mm — (i) Trat)sns^>^>«*#»cx 




u— v— w a) 



(@») («&) 
«!» «*^s, <«•> i&mr 

;V3^yS, NO2 , CN^; R 1 ' HtK^M^, XR 
-CO, -CH (OR 2 ) — ; R 2 tt**iR^ 
WfiN-«M«^S*ffi*^S> (WJD 7^/1 ; ft. 
CSS*] ±Eft-&« (I) tt, 7-fe^>0oU>xx^ 
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(2) 



6-263733 



3a. 



"u— v— w OD 

R 1 tt*SK^ ;TE«*^A£DS«3n 

fcS ; TEM»£PA,fcDa«$n£ 1 Tbmsmcomm 
&SPA£ O JBRSnfc 1 7SM 3 H—Xtt 

<k^7 u -;K7 =• / ; tibmmspa^ 

&ci;V>«*$l» ; TiBg&£S*A «k OM^nfe 1 

3 I©lM$lf-X«^o Tf LTfe i^I^i7 

;V^;l/S ; TEM&S3*A<fcDMiR£n*: iTbrnzmo 

R 1 ' ^fcteR 1 tR 1 ' itt*HLT 

Ufi-jRa-CO-Xtt-CH (OR 2 )- T^b^tlS 
X R 2 te*^M^Xte*^gO&^S£^ 

) 

Vte, —IK*- (CH=CH) , -Xte- (CH 2 ) 0 - 
T^^tl^S (5£4*> mte, 0 7IrM2£^U ntt, 0 



/CHa)k x 

QH N— R 3 

(CHj)/ 



(n) 



TS^Snsl;- «5C (II) {'*5ViT, »7M1/ 

* OX^ 1 P >fi <h 1 75S 2 f@tf)^ >if b 
5S;Xfi-«:-NR^ R 5 r^Sn^S 
kRlM teH— Xtt»fcoT173rS4&^U R 3 , R 

A £ 0 MIR £ frl^S ; TfBS&SS* A<£ VMlR^tllt 1 
M 3 @©BM^i-X}moT« LT%<i:Vi7 U 
; TEB«»»AJ: DSK^nfc 1 7!>S3<@ooB 

; TEH«S»A«fcr)aRSnfc«SI«&BI-Xtt 
I^oT 1 7!rS3fiWUTfccfcV>7 7JMrJl<S ; TfS^ 



s3H^rbTt> < fcvi**8as*^'r. ) 

U-;i/* ; ffiXISS ; Ty)V*)Vm ; Aay>if ; 7 
; <S3KT;i/^;VT^y^; 7U-^75yi; 7 

5y«7;WA« ; /7;MrJ« ; 

-hPl; y7/l ; ; ffi»7;Mr;i/* 

;P7>njP* ; ADy;7M;VX^7*-JH ; &R 

7)Vti;^)V& ; tu-;p*;v#-;ws ; 7U— 

; ®M7)Vu*ls7)V*)Vm ; /NPy/iEI7;V 

m&m 2 ] iff #31 i \zmm<Dfc&%!ix\tt<Dm&G%) 

rmt.~rz>7tt)Vn u >xxr7- fefESf»Jo 

[0 0 0 1] 
CO 0 0 2] 

Stt^>-tf>B»#mT57^7A>f7-fi*Afi 
CO 0 0 3] 

ffltJBjlil«l»Stta:3^*€?^:f!l'&*U«)TlfiS. 

1). 7t^3'J>MIIWO«4, 2). 7 

■e©HS»JcoS#, 3). 7ir^3 U >3S#£i£» 
fflm?2>U'te7*-73—Xb<D&L 

CO 0 0 4] 

A-f ^-H*Att*iiyiE<3!>JK«llCj;Sa»tBWfcL& 
COO 0 5] 

C&WoflMfc] 

CO 0 0 6] 
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(3) 



&ffl¥-6-2 6 3 7 3 3 



4 



(1) -*83£ 
[0 0 0 7] 
Mb 3] 



CO 0 0 8] R 1 ; TIBM&SPA 

£ 0 HftStlfc^ ; TfEM&SPA J: QMRtsnfz 1 7b 

S^H-XfmotfL/Tt)<t:^77M;H ; TIB 
fiMSAJ:OM$nfc 1 3{@<Dffi&g£|^-X 

mmA& om&zntz 1 7*s3®oM&a£^--xteji 

1 T) m 3 ^ CD m 5: X tt o T W U T t> <£ V >|g 

*817 5 y u r 1 ' tt**]*^** u 

-co-x«-ch (or 2 )- -c^^n^l g£*k 

R 2 tt*^H^X^^SCD«»S^^*T. ) 

Vtt, — &5£- (CH = CH) . -X«- (CH 2 ) D - 

Ti^nsS m«, 0 7*22 ntt, 0 

[0 0 0 9] 

[ft: 4] 



" N— R* 



(TO 



[0 0 10] *V&t>2tlZ>& ; -JKjS (II) 

S^Jg^bT^SS ; Xtt-«SC : "NR< R* 
tl^g kRtM ttra-Xtt»froT17!rS4£ 

R 3 . R 4 StfR 5 ttPI— Xtt»«:oT**IH 
^ ; T8EB»£»AJ;DS#£n£» ; TI2W&SPA 



MS^I^-X^oTl 7!rS3fiWLTfc«fc^77 
; TSB@»S»A£DS«;*n&@&S£^- 

[ooii] [ftmspA] smr^Mt liszur 
)v*)vm ; 7 v-jvm ; mmm& ; 7y)v*jm ; ad 

7^;S;7^y te»7;i/*JVg ; %X7)V*)V7 5 / 
20 7)l*)V& ;^hnl;>/7;S; X;U:7:*n;i^ ; fi 
IR7)^)UX)V7^^)Vm ; /\ufJ7)\'*)V7s)V7* 
nJl/S ; fi»7Jkfry-f ; 7'J-M;V#-;« ; 

7'J-;wwy<;« ; ffi»7;io*->g ; {brt^ 
3^->*;i/^-;vs ; ««7^a*^r^;va ; ad 

[0012] (2) *»«»*fc±E (i) astts 

^ R l > R s > R 4 RtfR 5 (D^glc45 

W-3 rT1H««a6»AJ:DaRSn&173rM3«©«» 

>Xl/-;k 7 > h^-fe— ;Kz>J:5jfeC« -Ci47U — 
Jl'SSVlfS WaBfctt, C* -Cio7U — 

[0 0 1 3] R 1 . R 3 , R 4 <Dfem\Z*$tf Z> 

rriBfi^sPA £ DM^nfc 1 3 f@<z>M«S£ 

-f^^^^Jk 7xt>Xl/r;MfJk 7>h^ 
;k l-7x*f^ 2-7x^K 1-^^^VX 

5^;k 2-±y^)VJL^)V, i-7x-;^ntr;k 2 
-^oi-ji/T'u tf;k 3— ^xn;i/^Dtf;k 1-^-7 
fj^nt:^ 2 -^y^;w^Dtr;k z—±y^)Vf 
40 ntf;k i-7x-;^;k 2-7xriW;k 3 
-7x-J^m 4-^x-;i/^;k l-^-^^ 
^;k 2-^^^;u^;k 3-^^^^;k 4 

-^^y^k 1 -7xZM>fJk 2-7x- 
;l^>^;k 3-7xlM>m 4-7xZJK> 
f Jk 5-7x-M>fJk l-^y^-)V^>^)V. 2 

-^-^^^>^;k 3— ^-^^;^>^k 4-^7 

^^>^;k 5 -t7^K>fJk 1 -7i-JK 
^->Jk 2-7x-M^ri/Jk 3-7x-iK^y 
;k 4-7x^K+y;k 5 -7x-JK^yJk 6- 
7x-;K^i/jk l-^^^^^k 2-^7^ 
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(4) 

5 

Jl/^v-Jk 3-^T73^Wv^>;k 4-1r77)V<\* 

wc* - c i o 7 u dfc^bfcr^ ; * f9 

EfcSfSfctt, ^>v>;k 2-7x^HfJk 3 

[0 0 14] R 1 <Offi«fc*W-S rTffigftSPActO 
S«*»S;TEB«ISPAcJ:Da«$n^l7iM3« i0 

3 , R 4 RISK* GDfemz&ttZ rTEWfta»AJ:0 

co r^^^gj mure. mmmTx\*&*m? . 
L-v «A«7u;k ^xx;k t:nu;K riftfx;k 

U;k ?77'J^ -fV^TVUJk 1, 2, 3-** 
^7^J;k HJ7l/LUk f h5!/U;k ^T^7 

x;k tf^i>x;k -r>Hu;k */u;k -fv*yy 
;k >*U;k ^ >y^x-;KD<fc o ^M^iM 
^WJ-Jk ^^WsU^k tfnuvn;k tf 
□ U x;k ^^^/U^JK 4, 

yu;k tr^/u^x;k tr^vu— ;k tf^Ui^k 

UJk 4, 5 -5*fc HD-Y^^/UJk fh7tKD^ 
[0 0 15] R 1 ©fig|fc*W* TTI?5@&g:8SAJ;D 

<D££«fc:fctt* r«»TJ^;PSj ^IS^l/fcfeOtfe 

-T-— ;k ;i/x^;k 4, 

^yu;w-2-V^;k 2- (4, 

-f $.jrWM x^T*0». tfiBfcfcL 4, 5-^ 

[0 0 16] R 1 ©568^*3^-6 rTfBg^S^ActD 
IRSnfc 1 3 «CD««S*R-Xtt»>i^ r*-r 

^s^7^;7Mjhj «±e mmmms tmm 

^;k 2- <2-7y;U7sy) x^;k 2 -^x— 50 



^¥6-2 6 3 7 3 3 

7^y^^;k 2- (2-^xz;i/7^/) x^;k 

4, 5->?t KP- 2— f S^/UJVTSy^^k 2 
-(4, 5-^tHP-2^$^/'JjV75/) 
JVV&Vn. &m\Z\t. 4, 5 Kn-fS^/U/W 
-2-75/^^ST^o 
[0 0 17] R 3 , R 4 RtfR 5 ©figifcfett* TTIB 

;v*;p#x;w*j ttt. mriE ryy— ;wti ##jm*x 
Ml:^bfcSt^D> ^>\Af ;k 1-^- 

:7Wl/*;M*x;k 1 -7xt>xUMWxjko < i; 

[0 0 18] R 3 , R 4 RtfR 6 c&SSIfc***** TTI2 

«i»»A*0]iiRan/t«*i»T«»snfc7u-^ 
2&^«ift»»AcDft*fc*tt5 rry 

fc^T£0, 7xx;V7ir^Jk 7x^d 

tf^xjk 7xr^?u;k 7xx^\*i/U;k 7x 

-fjkX^fto* $fBtc«> c 8 -CH7U-;i/7;^y 

[0 0 1 9] W&&mA<Dfemz&l?Z> (feWtT^JV 

Sj ttt. y^;k x^;k ^atf;k 

ntf;k ^^;k -rv^;k s-^;k t-^;k 
>^;k -fv^>^;k 2-^^;p^;k ^^>^ 
;k 1 -if^nif^ ^5/;k 4-^^;k>^ 
;k 3 -^^;i/^>^;k 2-^^;^>^;k 1-^ 
^)w^>^;k 3, 3-w?;W^ 2, 2-^^ 
^i/^;k 4, i-^^^;i/^;k 1, 2-^^^ 
;k/^;k i, 3-y^WWk 2, 3-v^^ 

y^;k 2-X^^;WcD<fc5^:Ci -Ce it^XJi 

4>s«7jv^as^u, &m\zteci -ca mmxiz 

^7MMT^5o 
[0020] e»a*A(Dj£»::*5frs r>/^D7M 

>^;k ->^n^\^^;k ^^D^\^jk isvu^r? 
^;k y;u#;u-;k yy-T^^cOct^^ffiUT^ 

«c 5 -cio«aaaittKft:**»T*D, stcs 1 )®^ 

[0021] B»SWAco£«^*tt^ r/\ny>iM 

[0 0 2 2] B*S»AC03£g|^*5tt* t&M7)V1U 
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7 

te#««7;v#y^ST*o, Ktc»stc«, 71?? 1 
[0023] BJftS#A(Djg«fc:*3tts r{S3»r;p*;u 

a 2-^5F)i/^;PT^y, *^>^7£/, i 

^;k>^75/, i-^^^>^U7^y, 3, 
3— ^jWvr/wvTSA 2, z-*j*w?W7 

$7, 1, l-V^fr-f^VT^S. 1, 2-5**3 t 
;V^V75/> 1, Z--J^)V^)V7B,J, 2, 

3-^^y^75y, 2-x^;k/^;w7^y* 
swvKrsA j?x^7$;, ^pt:;i/7$;, 

75/, ys -^757, yt-^75 7, 

5 a >?^^>?;i/T^y. v 1 - x^;i/^a 
t?;kr^y, y^y;i/75y, $>4- *^;w*>^ 
75;, ^3- ^^M>^7ay, ^2- 
>^;i/T ^ y, yi- ^f;K>^V7^/, v3, 3 
- s^^^A-r^y. ^2, 2- *?**}Vf*W7 

^y, S>1, 1- '^W^;V75/, ^1, 2- 5; 
^^7^/,yl, 3- ^^fJ^f^75 

a 5? 2, 3- v^^;v^;i/T^y, 

^a/Oi^^ Ci -Cb fi«Xttd«»7W 

.tt, >>Ci -C4 a«XIJ»8«7^75 / ST* 
WcBPMlCtt, yX^X«^^75/ST» 

[0024] B»s*Ao£ii:*ws r^r>iv*;v 
7>yr;w«j ^^^//^ 
;k ^^x^75y/m y/f^-yxf 
;k ^^x^7$;xf;k ^^^ur^y^ntf 
;k ^^x^75/^DWk -^^75/^ 

T;v^V73y»Ci -C4 <Dmmx\t^mr 
ayci -c 3 7;i/WSf»oa -fcOHfcffafc 
[0025] ««a£*AC!>jgajc*tts r7^yr;u^ 



(5) »H¥6-2 6 3 7 3 3 

tMLfcSssu »a^», T^yci -c< com 
«x»^fti7M;HT*o#> 7 a 

yci -c 2 7M;«t*»)S, «fcOBfcfiPWctt* 
75/*^;i«Tr**., 

[0026] jsas»AcD^«t^^tts nru-jvra 
y& ffiE rTU-;WSj ffil 75M2 (B75/S 

X^7^7, t7f;P75 7, 7xt>Xl/x;i/75 
i0 y, 7>h7tXJl/7^y, y7iX^75/> iM > 
fxJP7^/, yt7W75/, y7xt>Xi/^ 

r^y, r > K^-trn;i/T5 yo^^^c 6 -c 30 ru 

[0 0 2 7] R l ryij— ;i^7^/7^ 

*;M£i ttt, HIE r7U-^7S/»j jMIIB rffijR 
7;w*a«j t^UfcST*o, :7xx;v7 
^;/^K 2- (7x^1/7^;) x^;k 3- (7 
xxji/7^ y) r/ntrjk 4- (7x^75;) ^ 
a? ;k 5- (7x^7$y) ^>^;k 6- (7xz;i/ , 
75/) ^e^k ^>fx;P7^/^f;K ^-^^ 

75/^m 2- (t7^7^y) X3S>k 7it 

>7i/x;i/7^y^^;k 7> h^irx;i/75 y 

Jk y7x^7a/^f;K y-f>T^7a;yf 
;k yt7^75/^f;k y7xt>XUn^7^ 

y>9Mk T>h^irx;i/T^y^^;kz> c fc^^C6 - 
c 3 oTU-;i/7^y Ci -Ci>f;«ft»ifsii:«« 

JifjSfctaCe -Gio7U-^757Ci - C 2 7 

[0028] fftSPA^Sii:^^^ r^T;i/n^ 
<h«, late r(s«7;P*/P*j ^^i:^^ 

IfcST^O, W&fct ^h*^ Xh^X ^D#^ 
>, <yya^y, :/H4^X <V^h+y, s-^h 

3rv\ t-^h^^X ^>h^X -fVS>h*v\ 2- 

* WW!/ 1**5/, *;t^>h*x ^^v-;^^^, 4 
-*^;WS>h*>\ 3-^^;i/^>h^'X 2-;*? 1 
JWOh*^* .3, 3-y^f;^h^y, 2, 2->? 
^f^h*^ 1, 1 -y^^k/h^X 1, 2- 
40 V*^)\,7Y*i's 1, S-v^^K/h*^ 2, 3 

^Tjvn^^T^D, Ci -c 2 7^ 

[0029] m»&mA<D&m\z&vtz> mmy)v^^r 
5/*;v#zi;i,»j ttt, fflrE re»7;P3^->^j ^ 
;u^x^SJcJie^UfeST*r), ^ h=^->*;l/*x;k 
xh+y*M-;k n-7utf*isti ^yy 
D3^^->^;i/#x;k ^N^>-^;^x;k <y^h^ 
5^7 ->^;i/^x;k s-7h+y*Mxjk t-yf>^->^;u 
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(6) 

9 

#x;k ^> h*5/*;v#-;k -f v-t>h*$/#;i<# 
x;k 2-^^;^h^^;^r:;K jwoh*^ 
#;v#x;k ^^;k**^#;ktfx;k 4-*5M^ 
>h^>#;i^x;k 3-*^;i/^> ms^*^*— 
;k 2-^^^>h^^;P#-;k 3, 3—^^^ 

#x;k i, l -s>*yji^h*5/*;i^x;k i, 2 

*->#;ktfx;k 2, 3—^^^;^ h^>#;t/#-;v 

;vg£5*u #3Bt«, Ci -c 2 7;i/a^v;*7;ktfx 
XfcflPaKtt, Ci -c 2 7)vu^ti 

[0 0 3 0] «»S»Aojfe*fc*5»s r/\ny/<gs 

DD^^jk ^^pt^fjk y;krp;*^;k 2, 
2, 2-hU^aaxf;k 2, 2, 2-hU7Mn 
x^;k 2-^D^ex5 1 ;K 2-7 20 

Wnxf;K 2, 2-^.D^x^cD±5a:Sfe* 

tf* &m\z\z* Any/c, -c 2 t;^ 

[0 0 3 1] B#lS*Ak:*3tt* t!&K7)V*r)V7s)V7 

*x;i,xj ttt, 9JIB r«»7;i/^;«j 

;k x^;vx;i/^^-x;k ^Pt:M;V7^-;K -fv 
:/ p tf jvx ;p 7 * x;k 7 * —)V7,)V 7*— 

;i/^*x;k t~:/^jvx;uy;*x;k ^^ji^x;!^* 
x;k -ry^>^x;P7^x;k 2 jTT-jvx 
)V7*—)V. ^^>^)V7)U7^^)V. i-x3Mi/y 

> ^;ux ? * x jk 3 — ;* >^;px ;p 77 * 
x;k 2-*^;P^>^;vx;k7*x;k 
>^;vx;i/^*x;k 3, s-x^^k/^xji/y* 
x;k 2, 2 -^^vy^i/X^y^xjk 1,1- 

S^^r/^X^tfXjk 1, 2-i 

x^y^-xjk 1, 3— ^^k/^vx^^xjk 40 
2, 3-v^^;u^^x;i/^^x;k 2-x^;i/^ 
ji/x;v^*x;i/CDcfcd^Ci-c 6 mmx\*ft&m7)i> 

\$, ^f;i/X^7*-;nt*5o 
[0032] fMiAi:^t^ r/\pyyMx^7 
*x;v*j <h«>.^IS rAoyy(Sj»T;^>Fl/Sj #x 

p^^I/XJpy *xjk h"J^nn^f;^^7^- 
;k ^7;k*n;*^x;k7*xjk ^od^h 50 



<ft$l¥6-2 6 3 7 3 3 

;u:7#x;k v^^D^^^X^^^-x^k y;k*p;* 
^;i/x;V7^-x;k 2, 2, 2-hU^ppx^i/x;v 

^*x;k 2, 2, 2-h«j7JVtPX^VX^7^X 
;k 2-^P€XfM^7tX;K 2-^DPXW 

x;i-:7*x;k 2-7^tPx^x;P7^-r:;k 2,2 
- v^p^ex^x;^ *x;kz> £ 5 £ £ 

Anyyci -c* r;^;ux;vy 

[0 0 3 3] (I) fc*5V>T, R 2 <D&WZ 

£#fcft#-r *B<&:/n H ^ y ^fc©fc8&©«BK£ 
*^;k x^;k ^Dtr;k -fyr/ntr 
;k ^;k -ryy^;k s-7*f;Kt-^;k ^>^;k 
^s*^KZ)J:5»:ffi»T;i/*;PS ; *^>x;kftx;k 
x^ >x;i/*x;k 1 - y n >x;k^x;i/<z>£ -5 
^r;v^>x;i/^x;i/S; huy;k*p*^>xjkfrx 
;k ^>^y;^nx^>x;^x;i,o c j;^7S:*^bfi 
^y;i/*>x;i/^x;vsx^>if >x;i/ij>x;k p- h 
;i,x>x;^x;kDcfc3^r U -;ux;i/^x;ps ; 
^jk rir^;k ^piftxjk y^u;k -fy^u 
;k ^>^y-r;k trna^;k avj;k ^y^uu 

;k ^^^/-<;k ^^n-<;k SUXh^fJk hUr 
^y-r;k h-f;k xf7P-fMi:5^7M 
;p*^#x;PS, ^Dnrtm v^nnr-ir^;k 

pyyfiRTWWWzjps, * h^^ttjMD 

&3t£&«L7)\s3*i'KM7)l>3r)VlJ)ltf~)Vm* (E)- 
2 - ^ ^ - 2 - / <i )V<D J; o t&tmaT )V*)Vt> 
W-;H^o7w;^;H ; ^>7^f;K a- ±^ 
h-r;k ^- t7h-f;^^7U-MW^ 
2 -^Dqe^>y-r;k 4-^DD^>y-r;k7)«±: 
9^ADy;7'j-;^Mxjn, 2, 4, 6-hu 
^^i/^>y-r;k 4-h;i/^-r;KD < fcp^<SJR7;i/^ 

Mt7V -)VtT)V#—)V^ 4-7—7-1 frCD&ofcfc 
m7)Vn*zsik7 U 4-xhP^> 
y-fJk 2-xhn^>y-r;i/<7)<]:-5^:xhP>fl:7 r U- 
;^;i/^x;ps, 2- (p< h^->*;^x;w ^>y-f 
;KDct v te1&l&7)i>n*>>*)\,tf-Mk7 u 

x;i/S, 4-yx.-)l'^>V'1)l<D£5?3i7V-)l>it7 

U -;^^^-;H^^)7 U — ;i/*;u#x;ps ; h u ^ 
^;k>u;k h'jxfjk>ujk <y^Dtf;k^^;!/ 
->UJk t-y^^^^->u;k ^f;wy^pt? 
;k>u;k >t^;k^-t- y^;k>u;k hu-ry^ptf 
;k> u ;Kz><k 3 ^ h 'J fiiRT;^^^ u ^S, >?7iz 
;M^i/y'JJk ^7xx;i/^;k>u;k -77x-;i/ 
-f y^p tf ;u>- u ;k 7xxjk^ y tf^v- u ;w<7) 

)v&%$<Di/v )i>m ; ^ h=^r'>p<^;k 1, 1 - 

* h^v'^^Jk Xh^ry^^Jk yp^ 
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(7) 

11 
2, 2, 

5>*^;k hfX(2- ^DDXh^» ;*3MKDj;5ftA 

1 -Xh+yim l-(^fy^D^y) Xf;KZ) 
<fc^^e»T;Pn^Mfc;x^;>S, 2, 2, 2-HU^ 

DDXfiKD^^^APyMbX^S^^fiX^ 

;k ^7xXJMm HJ7xx;M'm a-t7 

1 3 ®<7)T U -;«T?«fl*na:«RTJl'*^*, 

;k 3, 4, 5-hU^fM>y;k 4-*h4->^ 
>v;k 4-^h^y7xX>II/y7iX;M^ 2- 

;k tr^a-;K7)j:o^^r;v^;K 

y, ;\oy>, '>r/s-eru-;v^^i*snfei75 20 

; ;* K*>';*j;i'#x;k X K^^^^x 
;k i-~fV*i'l})Vi£—)V, 4V?V*i'%)V#~)V<D 
&o1ZfcW£7)Vzl*z/]3)\,i£~)\,^ 2, 2, 2-HJ 

^ppxh+yMtok 2-hu/f;k>u;pxh 

T^n^v^M^l^ ; tfXJl^^S^I/tfXjk 7 

^kt4->*;i/#x;k 3, 4-^pt h*>-^>^;k* 
*^#;i^x;k 2-xhD^>yj^y^Mx 
;k 4-XhD^^yM+^^XjPOi^, 1 
2 fl©ffiJR7;Va*^XK— h DlT7 U -;i/88# 

w-* ratrt**jH j f-±»c:vtjie'&js*^rrs*ap*a3fi 
i\ x, «*a«A<fcDa«^nfcS&«'bTt>j:via 

Ux;k ^:*^;i/*Ux;k fc!nU:/x;k bf^VU^ 
x;k fcf^U^;k £^s?x;w«<B<fc5fc^fift$ 



2 6 3 7 3 3 

fcTUS^k 4, Kn<^yvu;k fh7bK 

fp^sms*iss, ?^>;k ^ayyu;k yu;k 

fh7tHD^;Uik 2-rh7tHD-fV + ;U 

;k 1 — tf ^ s?— ;i/X« 1 - tf n >?x;i,»T2& 0 ^> 

[0 0 3 5] S»E— (I) iCfc^T, WOSSI:^ 

[0 0 3 6] 
[ft 5] 

CM N — R 3 

Vhj)/ (n> 

[0 0 3 7] T»t)^n<5aSj t\Z* k&tfiaU7I>M 
4£tkU W^L«, lffi^R 8 TB*$nfc7^>J^ 
;k {fo'j^xjk £^l)>*x;k v^n^^M^ 
y\ s^ar^^M^A y^P/xM^/^i:^ 

[0 0 3 8] (I) fC*5^T, W<Dfem\Z& 

nz>— jksS (id fc^x, rsr^i/^itg* 

[0 0 3 9] *»WOft*« (I) tt, 

rax* saxsifcx* rax, mm&mommm 

g£X, x^>^^*>»«(D«fc^3iffi«7;^;wx;i'* 
>mm. ^>v>xjv&>mm., p-h;i/x>x;i/^>^ 
I^^^7U-;i/XW>iI, 7v-;m ha 

[0 0 4 0] *mW<DiZ&® (I) tt, R 1 , R 2 , R 
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13 

[0 0 4 1] (I) \Z^X. ffS^fttl 

x\t. (i) r 1 ^Ci -C4 r;w^;c 3 -'do 

C4 TJ^^S , Ca -Ce V^D7MJ«, Ce 
-Cio7U-M, G ? -Ci4T^;i/^VS, C 2 -C 

2 -c 8 7M;i^7^yci -c< g> c 6 -Cio7U 

— JkT^/S, Ci -C4 7)V3r)V7s)V7*~)V&, A 

nyyci -C4r;^;vx;i/^^n;^ c 2 -c< 

7 J Cr -Ci^U-MMnM, C 

jvm. An.yyci -c 4 7)v*r)vm, /\uy>m^ 

75/S, rhDS, i/7/iX«X^7t-M^^ 
-X^^oTB^a^UT^TLT^^^Cfi -Cio7 

Cio7U £ ^-&#(£«g|g£ W b T h & ^ C 6 

fej-^CDgMS^bT^cfcViCe -C 2 o7'J-^7 

h m-&ft<DW&m ^tirt) cfc ^swmstf 5 7 

7!;M7^cD^^M^^fa^^Ci -c< 

;^;W^ac6 -Cio7U-;i^<h^-&#cDe&&£ 
ti/Tfej; ^mm^-m* 5 75^ 7 ^o^ga^p^M^ta 
fti$i7^;ci -C4 r^yv^kx^^m. 

(2) -^-CO-XH-CH (OR 2 ) -T 

R 2 d^7K^M^;C 2 -C4 T;^/^;VS;C 

I -C4 7)V*)V7s)\sy*~)Vm\ 17b^2m<DOv - 
Ca 7)V*)Vm : Ci -C4 7;l/n^yS, AD^> 

fei^Cr -Cn7U-MM-M ; ftf^Cr -C 

I I 7 U £ f^&fNog&g ut s> 

y^fe^co^K^co^^^^-r^^ (3) V 
*«- (CH = CH) b -Xtt- (CH2 ) o 
m^07!?M2, n^0M5T^I.^ (4) WW 

1) mto&mm?±izvtte&&*tt*mm i Hk5 7b 

4t&%jx\Z, i - fcf^U i^— ;k l - fcf^i^k l 

2) HRSC 
CO 0 4 2] 

Kb 6] 



i4 



-qn n- 

(CH^ 



-R 3 



(n) 



Co o 4 3] x&t>zn%&*^-rz>fc&®i-e\zk'%.zs 

lte^-Xfcm&^T175M3T&tK «28*K?j&*R 

3 Ti»$tl^7^U^;k KnUS>ryk tr^u^ 

3) (II) fc:fcV>T, 87;Wl/>Ii:a*H 
; C 3 -Cio yi7n7MM ; Ci -C 4 7)V1i 

j-i)vm;Ci -Ca r;m^r^ ; ci -C4 

*^;l/sJ?n;P* ; 17!;M2<@<2Ci -C4 r;v*)i> 

ADy>Rf, Any/c, -C4 7;v*>>ki£, c 
2 -c 3 T;^/-r;i/^> Ci -c* 7)vu^m. c 

i -Cs 7)l*))s7$yM, x h pS» y7/MI^- 

a? — Cio TU £ N~ <Z>^&3 £ W b T t> £ ^ C 

;'-Cn7U-M^rM ; 895fiC 9 -CioTU- 

4) -«sc: — n r 4 r 5 TSfesnsasrrsftfi- 

R 4 StXR 5 «I^-X«S^oT*:*IM^ : C 
i -C4 7MM ; C 3 -Cioy^D7M;H;C 
i -C4 7)Vtf/^)im ; Ci -C4 7)lzi3rz/&; 1 

7!?S2^^|^— x^S^oAcCi -C4 r;i/^;i/S, a 
ny>ji^ ad^/Ci -c 4 c 2 -c 

30 3 7;p^y-r;v^ Ci -C4 7)Vn*is^ ci -c 

4 7;i/n^r->7;^;ps> ^hni, is7/m&m—x 

IWft-3t««»tLT*LTfeJ;^C. -CtoTU- 
;H ; ^C 6 -Cio7U-;W*2:ra-ftft©«lftS$ 
tttt><i:^C6 -Cio7U-^t*>'S; 0 

CO 0 4 4] JEtC$f3®tC«> (5) R 1 v-^D^ 
->;i/g; 1 7!>M 2 x^ 1 ;^ -fV^nfcf;k 

^f ;i/7^/, ^w^y, t^/^^k 
7^yxf;k ^f^7^;^fjk /w^yx? 
;k 7ir^;k ^pe*x;k ^ h^r-X xh+y, < 
y^n^'X — hn> y7;i^^-Xim-3tt 

50 Stra— UT^TfeJk^^xn^ ^« 
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15 

«fcv>4, 5 - y b Ho - 2 ->f > ^/UWf M ; i 

(6) uas-co-mxt^&jS;: - 

CH (OR 2 ) R 2 tfTkmmT ; 

)V ; ^DtTrtX^ ; *=?)\,7.)Vy*—)V ; ZL^JlXJly 

*~)V ;7u\f.)V?s)Vy*~)V\ *3 L )l>'V)l' ; h 

x;U; i7!>^2<@<£>*3Mk xep;k y^m. mm. & 

Tiz^k ;*h=*^X xh^X -ho, y77S 

T 7x^X^7 * -fr^frZitSm. ( 7 ) 

Vtft— «SC: - (CH=CH) n -Xte- (CH 2 ) n 
-TatJ^nsS^ftD, m£t07!rMl> n#07!rS3 
T?**flS-&«K (8) W**. 

1) mto&m&?±\zv£tii&&&&?zmftm i m6 

2) HBK 
[0 0 4 5] 

Mb 7] 



N— R 3 
CH,)/ 



CO 0 4 6] t«t)Sn5SS«t5ft^*ttt, 

3) — «j£ (ID fcfcur. a7;^l/>*i«*S 

^rTSfl^*. R 3 te*^iiC7 ; ; x^;i/S : 

•fV^Dt!;PS;7^>^;H; 1 75M2f@c£>;*^ 
;k x^;k 7^*, r-fe^k ;* 

S ; M7x-Mt^fr^t^ItSl^flT 

7 x x;Pg <h £*tT -5 * W b T £ ^ 

4) -ftSC: — N R 4 R 5 R 4 
Rtf R 5 tt^-XttSS:oT**If ; ; X5P 



•futt-jvm; ^h*y;Xh + yi; ;* h^v-*^ 
tol/;Xh^^^fcjI/S; ltt^fl©*? 1 

;k x^;k 7^ tts. T-fe^k 

-X Xh^y xhD, y77, ^^7^7S^i 

s ; mmy*-)vmLm-&flr<Dm&&&fthx\,*x% 

&&isX^x*>£^'<>zS)vm i wti&y x.—)v&Lm— 
io 0kft<Dwm&&mvx^x%&^^>v^)im;Wii&y 

xxMtl^-*fl:©i«l&fUTViTfeJ;^fxx 

[0 0 4 7] m\Z&*)»m\Z\3i* (9) R 1 ^ i/^a 

s\*>>)Vm ; T^v>^;PS ; ^UA^^A*-; fxx 
;PB; 173rM2«©^^;k 7y«, ^ h+yl^^ 
X«i^oT@MtltfLtfe<t^7xXM ; 18 
lE^xX^Stl^-^frCDMttS^bT'b^V^aiy 

*rbTt>£V>4, 5-^tHD-2->f5^/UM; 
5-yhHD-2 - - f ^^/U;M^;VS ; fJfB^xX 

(10) U**, -KS-CO-Xtt-CH (OR 2 ) - 

X; (11) va*. tfx;v 

I5 1 W >XI4 h U ^ f 1/ » (l 

30 2) 

i) 1-R 3 ®ft-epu^;k i-R 3 sa-tf^ 

U^xMT, R 3 tt#*J*7- ; ; 175M2® 

<D*^k 7y* ffi*. ^h^X Xh^X xh 
y7/, i?^^7$ / SfiH-XttBSo TB« 
Si:LT2 7!>S5{4f^LT^Ttj<i:V^xx;i/S ; flj 

my* x;us £ i^-*#t=o@«is ^LTfe<fc^7xy 
^yS ; wa7xx;pat|^-*fr<0ffi«*&*bT't) 
cfcV^>^;k 2 -7x'JHfM 3 -r/Dfcf^x 
x;k 4-^7x^1 ; M7xx;n 
^ tl^— *#OH»SS* LT^T V-T JUT 

%>Z>ft&m, »\Z»»\Z\t. (13) R 1 ^ 1^2 

y x xjus t H— *ft IT t> J: ^ 7x/^ 

yl; 175S2fitD7y*, ^^;Pg^4 7!iM5^{C@ 
aSttbT^rUTViTfeAV^, 5-ytHD-2--f 
^^l/ l J^;M^4, 5-yhHP-2-^^^/U 
;VS-hf^-*frco@SlSS:#bTfecJ:^4, 
D-2-- f S^yu^^P*: W5E4, 
5^? -2-<$^/U;i/StH-«ttO«ftSWLTW 
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(10) *SHPF6-2 6 3 7 3 3 

17 18 

■Z?»*ffr&«> (14) U*t, •-CO-»T*Sfb'& [0 0 4 9] 

«, (is) va*. HrMxax?i/>i?*^^ [^i] . 

«K (16) 1 -^>v;l/-fc?DU y-ik 1- [0 0 5 0] 

^ > - 4 - tf ^ u ~ ;i^t, y§R^>^;i/g_hfc: [ft: 8] 
iim/M&m—x -d xmmm t u x 2 75s 5 # 

te%l/TV>Tfc<fcWfr&*k (17) R 1 iR 1 '^* ^^U^V-W ^ 

I^LT^n^^tS^^^Clfi^t^yk HP [0 0 5 1] TEOsKfcSS^T. J^TcDgteBS^TTK 

[0 0 4 83 — «5t (I) ^»*ft-&«ttKT»12&* [0 0 5 2] 

Ac 7-fe^;u 

Bz 1>&)V 

CFs hU7MD^W 

F u • ; • • • ?'J;p 

Hx • • • • 

Im < 

Me 2 N - - ■ ^^I/T^y 

OMe • * hlri/ 

Ph 7x-;k' 

Pip ^Ui^n;i/ 

Pho yx.y^ 

Prg 7u;W¥)V 

Th i ^xn;w 

y/7D 

2H • • • ykHD 

fc*3, KTfc«l«-r*ft'&*fc*VJT, No.lft^LNo.2 [0 0 5 3] 



no: 


R 1 


-u- 


-v- 


-w- 


i 


4-Pb 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


2 


4-Ph 


-co- 


-(CH 2)2- 


l-Bz-Pip-4- 


3 


4-Pb 


-co- 


-(CH 2)2- 


l-Bz-Pip-4- • HC1 


4 


4-Ph 


-co- 


-(CH 2)2- 


l-Bz-Pip-4- -(COOH) 2 


5 


4-Ph 


-co- 


-(CH 2)2- 


l-Ph-Pip-4- 


6 


4-Ph 


-co- 


-CH=CH- 


l-Ph(CH 2 )3-Pip-4- 


7 


4-Ph 


-co- 


-(CH 2)2- 


l-Ph(CH 2 )3-Pip-4- 


8 


4-Ph 


-co- 


-CH=CH- 


l-Ph(CH 2 )<-Pip-4- 


9 


4-Ph 


-co- 


-(CH 2)2- 


l-Ph(CH 2 )4-Pip-4- 


10 


4-Ph 


-co- 


-CH=CH- 


l-(4-MeO-Bz)-Pip-4- 


11 


4-Ph 


-co- 


-(CH 2)2- 


l-(4-MeO-Bz)-Pip-4- 


12 


4-Ph 


-co- 


-CH=CH- 


l-(4-Cl-Bz)-Pip-4- 


13 


4-Ph 


-co- 


-(CH 2)2- 


l-(4-Cl-Bz)-Pip-4- 


14 


4-Ph 


-co- 


-CH=CH- 


l-(4-F-Bz)-Pip-4- 


15 


4-Ph 


-co- 


-(CH 2)2- 


l-(4-F-Bz)-Pip-4- 


16 


4-Ph 


-co- 


-CH=CH- 


l-(4-Me 2 N-Bz)-Pip-4- 


17 


4-Ph 


-co- 


-(CH 2)2- 


l-(4-Me 2 N-Bz)-Pip-4- 


18 


4-Ph 


-co- 


-CH=CE- 


l-(3-MeO-Bz)-Pip-4- 


19 


4-Ph 


-co- 


-(CH 2)2- 


l-(3-MeO-Bz)-Pip-4- 
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(11) 





19 






20 


4-Ph 


-co- 


-CH=CH- 


21 


4-Ph 


-co- 


-(CH 2)2 


22 


4-Ph 


-co- 


-CH=CH- 


23 


4-Ph 


-co- 


-(CH 2)2 


24 


4-Ph 


-co- 


-CH=CH- 


25 


4-Ph 


-co- 


-(CH 2)2 


26 


4-Ph 


-co- 


-CH=CH- 


27 


4-Ph 


-co- 


-(CH 2)2 


28 


4-Ph 


-co- 


-CH=CH- 


29 


4-Ph 


-co- 


-(CH 2)2 


30 


4-Ph 


-co- 


-CH=CH- 


31 


4-Ph 


-co- 


-(CH 2)2 


32 


4-Ph 


-co- 


-CH=CH- 


33 


4-Ph 


-co- 


-(CH2>2 


34 


4-Ph 


-co- 


-CH=CH- 


35 


4-Ph 


-co- 


-(CH 2)2 


36 


4-Ph 


-co- 


-CH=CH- 


37 


4-Ph 


-co- 


-(CH2>2 


38 


4-Ph 


-co- 


-CH=CH- 


39 


4-Ph 


-co- 


-(CH 2)2 


40 


4-Ph 


-co- 


-CH=CH- 


41 


4-Ph 


-co- 


-(CH 2)2 


42 


4-Ph 


^co- 


-CH=CH- 


43 


4-Ph 


-co- 


-(CH 2)2 


44 


4-Ph 


-co- 


-CH=CH- 


45 


4-Ph 


-co- 


-(CH 2)2 


46 


4-Ph 


-co- 


-CH-CH- 


47 


4-Ph 


-co- 


-(CH 2)2 


48 


4-Ph 


-co- 


-CH=CH- 


49 


4-Ph 


-co- 


-(CH 2 ) 2 


50 


4-Ph 


-CO- 


-CH=CH- 


51 


4-Ph 


-co- 


-(CH 2)2 


52 


4-Ph 


-co- 


-CH=CH- 


53 


4-Ph 


-co- 


-(CH 2 ) 2 


54 


4-Ph 


-co- 


-CH=CH- 


55 


4-Ph. 


-co- 


-(CH 2)2 


56 


4-Ph 


-co- 


-CH=CH- 


57 


4-Ph 


-co- 


-(CH 2)2 


58 


4-Ph 


-co- 


-CH=CH- 


59 


4-Ph 


-co- 


-(CH 2)2 


60 


4-Ph 


-CCh 


-CH=CE- 


61 


4-Ph 


-co- 


-(CH 2)2 


62 


4-Ph 


-co- 


-CH=CH- 


63 


4-Ph 


-co- 


-(CH 2)2 


64 


4-Ph 


-co- 


-CR=CH- 


65 


4-Ph 


-co- 


-(CH 2 ) 2 


66 


4-PhO 


-co- 


-CH=CH- 


67 


4-PhO 


-co- 


-(CH 2)2 


68 


4-PhO 


-co- 


-(CH 2)2 


69 


4-PhO 


-co- 


-(CH 2)2 
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20 

l-(3-CF 3 -Bz)-Pip-4- 

l-(3-CF 3 -Bz)-Pip-4- 
l-(3-F-Bz)-Pip-4- 

l-(3^F-Bz)-Pip-4- 
l-(3-Me 2 N-Bz)-Pip-4- 

l-(3-Me 2 N-Bz)-Pip-4- 
l-(3-MeO-Bz)-Pip-4- 

l-(3-MeO-Bz)-Pip-4- 
l-(3-Cl-Bz)-Pip-4- 

l-(3-C!-Bz)-Pip-4- 
l-(2-MeO-Bz)-Pip-4- 

l-(2-MeO-Bz)-Pip-4- 
l-(2-Cl-Bz)-Pip-4- 

l-(2-Cl-Bz)-Pip-4- 
l-(2-F-Bz)-Pip-4- 

l-(2-F-Bz)-Pip-4- 
l-(2-Me 2 N-Bz)-Pip-4- 

l-(2-Me 2 N-Bz)-Pip-4- 
l-(4-MeO-Ph)-Pip-4- 

l-(4-MeO-Ph)-Pip-4- 
l-(4-Cl-Ph)-Pip-4- 

l-(4-Cl-Ph)-Pip-4- 
l-(4-F-Ph)-Pip-4- 

l-(4-F-Ph)-Pip-4- 
l-(4-Me 2 N-Ph)-Pip-4- v 

l-(4-Me 2 N-Ph)-Pip-4- 
l-(3-MeO-Ph)-Pip-4- 

l-(3-MeO-Ph)-Pip-4- 
l-(3-Cl-Ph)-Pip-4- 

l-(3-Cl-Ph)-Pip-4- 
l-(3-F-Ph)-Pip-4- 

l-(3-F-Ph)-Pip-4- 
l-(3-Me 2 N-Ph)-Pip-4- 

l-(3-Me 2 N-Ph)-Pip-4- 
l-(3-MeO-Ph)-Pip-4- 

l-(3-MeO-Ph)-Pip-4- 
X3-CF 3 -Ph)-Pip-4- 

l-(3-CF 3 -Ph)-Pip-4- 
l-(2-MeO-Ph)-Pip-4- 

l-(2-MeO-Ph)-Pip-4- 
l-(2-Cl-Ph)-Pip-4- 

l-(2-Cl-Ph)-Pip-4- 
l-(2-F-Ph)-Pip-4- 

l-(2-F-Ph)-Pip-4- 
l-(2-Me 2 N-Ph)-Pip-4- 

l-(2-Me 2 N-Ph)-Pip-4- 
l-Bz-Pip-4- 

l-Ph-Pip-4- 

l-Ph(CH 2 ) 3 -Pip-4- 

l-Ph(CH 2 )<-Pip-4- 
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21 








22 


70 


4-PhO 


-co- 


-(CH 2, 


'2 - 


l-(4-MeO-Bz)-Pip-4- 


71 


4-PhO 


-co- 


-(CH 2 


>2 - 


l-(4-CI-Bz)-Pip-4- 


72 


4-PhO 


-co- 


-(CH 2 


'2 - 


l-(4-F-Bz)-Pip-4- 


73 


4-PhO 


-co- 


-(CH 2j 


>2 - 


l-(4-Me 2 N-Bz)-Pip-4- 


.74 


4-PhO 


-co- 


-(CH 


>2 - 


l-(4-MeO-Bz)-Pip-4- 


75 


4-PhO 


-co- 


-(CH 2 


'2 - 


l-(3Hy!eO-Ph)-Pip-4- 


76 


4-PhO 


-co- 


-(CH 2 , 


'2 " 


l-(3-Cl-Ph)-Pip-4- 


77 


4-PhO 


-co- 


-(CH 2 > 


'2- 


l-(3-F-Ph)-Pip-4- 


78 


4-PhO 


-co- 


-(CH 2, 


'2 - 


l-(3-Me 2 N-Bz)-Pip-4- 


79 


4-PhO 


-co- 


-(ch 2 ; 


'2 - 


l-(3-Me0-Bz)-Pip-4- 


80 


4-PhO 


-co- 


-(ch 2 ; 


'2 - 


l-(3-CI-Bz)-Pip-4- 


81 


4-PhO 


-co- 


-(CH 2, 


>2 ~ 


l-(3-Me 2 N-Bz)-Pip-4- 


82 


4-PhO 


-co- 


-(CH 2 , 


>2 - 


l-(2-MeO-Ph)-Pip-4- 


83 


4-PhO 


-co- 


-(CH 2, 


'2 - 


l-(2-CI-Ph)-Pip-4- 


84 


4-PhO 


-co- 


-(ch 2 ; 


>J- 


l-(2-P-Ph)-Pip-4- 


85 


4-PhO 


-co- 


-(ch 2 ; 


'2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


86 


4-(4-Cl-Ph) 


-co- 


-ch=ch- 




l-Bz-Pip-4- 


87 


4-(4-Cl-Ph) 


-co- 


~(CH 2^ 


'2 ~ 


l-Bz-Pip-4- 


88 


4-(4-Cl-Ph) 


-a>- 


-(ch 2 ; 


'2 - 


l-Ph-Pip-4- 


89 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2- 


l-Ph(CH 2 ) 3 -Pip-4- 


90 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 ~ 


l-Ph(CH 2 )4-Pi^4- 


91 


4-(4-Cl-Ph) 


-co- 


-(CH 2 s 


)z~ 


l-(4-MeO-Bz)-Pip-4- 


92 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


l 2~ 


l-(4-Cl-Bz)-Pip-4- 


93 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


l 2 - 


l-(4-F-Bz)-Pip-4- 


94 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2~ 


l-(4-Me 2 N-Bz)-Pii>-4- 


95 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 ~ 


l-(4-MeO-Bz)-Pip-4- 


96 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


)2 ~ 


l-(3-MeO-Ph)-Pip-4- 


97 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 ~ 


l-(3-Cl-Ph)-Pip-4- 


98 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 ~ 


l-(3-F-Ph)-Pip-4- 


99 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 - 


l-(3-Me 2 N-Bz)-Pip-4- 


100 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 ~ 


l-(3-MeO-Bz)-Pip-4- 


101 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 ~ 


l-(3-Cl-Bz)-Pip-4- 


102 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


2 ~ 


l-(3-Me 2 N-Bz)-Pip-4- 


103 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 ~ 


l-(2-MeO-Ph)-Pip-4- 


104 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 ~ 


l-(2-Cl-Ph)-Pip-4- 


105 


4-(4-Cl-Ph) 


-co- 


-(ch 2 ; 


2 - 


l-(2-P-Ph)-Pip-4- 


106 


4-(4-.Cl-Ph) 


-co- 


-(CH 2 ] 


2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


107 


4-(3-Cl-Ph) 


-co- 


-CH=CH- 




l-Bz-Pip-4- 


108 


4-(3-Cl-Ph) 


-co- 


-(ch 2 ; 


2 ~ 


l-Bz-Pip-4- 


109 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


h ~ 


l-Ph-Pip-4- 


110 


4-(3-Cl-Ph). 


-co- 


-(CH 2 ) 


2 - 


l-Ph(CH 2 ) 3 -Pip-4- 


111 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


2 - 


l-Ph(CH 2 )<-Pip-4- 


112 


4-(3-Cl-Ph) 


-co- 


-(CH 2 ) 


2 - 


l-(4-MeO-Bz)-Pip-4- 


113 


4-(3-Cl-Ph) 


-CO- 


-(CH 2 ) 


2 ~ 


l-(4-Cl-Bz)-Pip-4- 


114 


4-(3-Cl-Ph) 


-co- 


-(CH 2} 


2 - 


l-(4-F-Bz)-Pip-4- 


115 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


2 - 


l-(4-Me2N-Bz)-Pip-4- 


116 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


2 ~ 


l-(4-MeO-Bz)-Pip-4- 


117 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


2 ~ 


l-(3-MeO-Ph)-Pip-4- 


118 


4-(3-Cl-Ph) 


-co- 


-(CH 2] 


2 - 


l-(3-CI-Ph)-Pip-4- 


119 


4-(3-Cl-Ph) 


-co- 


-(CH 2) 


2 " 


l-(3-F-Ph)-Pip-4- 
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120 


4-(3-Cl-Ph) 


-co- 


-(CH 2> 


h ~ 


l-(3-Me 2 N-Bz)-Pip-4- 


121 


4-(3-Cl-Ph) 


-co- 


-(CH 2, 


'2 - 


l-(3-Me0-Bz)-Pip-4" 


122 


4-(3-Cl-Ph) 


-CO- 


-(CH i] 


12 ~ 


l-(3-Cl-Bz)-Pip-4- 


123 


4-(3-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 - 


l-(3-Me 2 N-Bz)-Pip-4- 


124 


4-(3-Cl-Ph) 


-co- 


-(ch 2 ; 


2 - 


l-(2-MeO-Ph)-Pip-4- 


125 


4-(3-Cl-Ph) 


-co- 


-(CH 2/ 


'2~ 


l-(2-Cl-Ph)-Pip-4- 


126 


4-(3-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 - 


l-(2-F-Ph)-Pip-4- 


127 


4-(3-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


128 


4-(2-Cl-Pb) 


-co- 


-CH=CH- 




l-Bz-Pip-4- 


129 


4-(2-Cl-Ph) 


-CO- 


-(ch 2 ; 


h ~ 


l-Bz-Pip-4- 


130 


4-(2-Cl-Ph) 


-co- 


-(ch 2 : 


h~ 


l-Ph-Pip-4- 


131 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


) 2 - 


l-Ph(CH 2 ) 3 -Pip-4- 


132 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


' 2 - 


l-Ph(CH 2 )4-Pip-4- 


133 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


) 2 - 


l-(4-MeO-Bz)-Pip-4- 


134 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


) 2 - 


l-(4-Cl-Bz)-Pip-4- 


135 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


2 - 


l-(4-F-Bz)-Pip-4- 


136 


4-(2-Cl-Ph) 


-C0- 


-(CH 2 , 


'2 " 


l-(4-Me 2 N-Bz)-Pip-4- 


137 


4-(2-Cl-Ph) 


-co- 


-(CH 2 ^ 


2 _ 


l-(4-Me0-Bz)-Pip-4- 


138 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


) 2 - 


l-(3-Me0-Ph)-Pip-4- 


139 


4-(2-Cl-Ph)' 


-co- 


-(ch 2 ; 


'2 - 


l-(3-Cl-Ph)-Pip-4- 


140 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


2 - 


l-(3-F-Ph)-Pii>-4- 


141 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


>2 - 


l-(3-Me 2 N-Bz)-Pip-4- 


142 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


h - 


l-(3-Me0-Bz)-Pip-4- 


143 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


2 - 


l-(3-Cl-Bz)-Pip-4- 


144 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


'2 ~ 


l-(3-Me 2 N-Bz)-Pip-4- 


145 


4-(2-Cl-Ph) 


-co- 


-(CH 2 ] 


2 - 


l-(2-MeO-Ph)-Pip-4- 


146 


4-(2-Cl-Ph) 


-co- 


-(ch 2 ; 


h - 


l-(2-Cl-Ph)-Pip-4- 


147 


4-(2-Cl-Ph) 


-co- 


-(CH 2 , 


)a - 


l-(2-F-Ph)-Pip-4- 


148 


4-(2-Cl-Ph) 


-co- 


-(CH 2 , 


>2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


149 


4-(4-MeO-Ph) 


-co- 


-CH=CH- 




l-Bz-Pip-4- 


150 


4-(4-MeO-Ph) 


-co- 


-(ch 2 ; 


) 2 ~ 


l-Bz-Pip-4- 


151 


4-(4-Me0-Ph) 


-co- 


-(CH 2 , 


'2 - 


l-Ph-Pip-4- 


152 


4^(4-Me0-Ph) 


-co- 


-(CH 2 ^ 


h - 


l-Ph(CH 2 ) 3 -Pip-4- 


153 


4-(4-MeO-Ph) 


-co- 


-(CH 2) 


'2 - 


l-Ph(CH 2 )4-Pip-4- 


154 


4-(4-Me0-Ph) 


-co- 


-(ch 2 ; 


>2 - 


l-(4-Me0-Bz)-Pip-4- 


155 


4-(4-Me0-Ph) 


-co- 


-(ch 2 ; 


'2 - 


l-(4-F-Bz)-Pip-4- 


156 


4-(4-Me0-Ph) 


-co- 


-(CH 2) 


>2 - 


l-(4-Me 2 N-Bz)-Pij>-4- 


157 


4-(4-Me0-Ph) 


-co- 


-(CH 2) 


2 - 


l-(3-MeO-Ph)-Pip-4- 


158 


4-(4-MeO-Ph) 


-co- 


-(CH 2) 


)z~ 


l-(3-F-Ph)-Pip-4- 


159 


4-(4-MeO-Ph) 


-co- 


-(CH 2) 


h~ 


l-(3-Me0-Bz)-Pip-4- 


160 


4-(4-Me0-Ph) 


-co- 


-(CH 2) 


2 " 


l-(2-MeO-Ph)-Pip-4- 


161 


4-(4-Me0-Ph) 


-co- 


-(CH 2) 


2 ~ 


l-(2-F-Ph)-Pip-4- 


162 


4-(4-MeO-Ph) 


-co- 


-(CH 2) 


2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


163 


4-cHx 


-co- 


-CH=CE- 


l-Bz-Pip-4- 


164 


4-cHx 


-co- 


-(CH 2) 


2 _ 


l-Bz-Pip-4- 


165 


4-cHx 


-co- 


-(CH 2) 


2 ~ 


l-Bz-Pip-4- • HC1 


166 


4-cHx 


-co- 


-(CH 2) 


2 - 


l-Bz-Pip-4- -(C00H) 2 


167 


4-cHx 


-co- 


-(CH 2) 


2 - 


l-Ph-Pip-4- 


168 


4-cHx 


-co 1 


-(CH 2) 


2 ~ 


l-Ph(CH 2 ) 3 -Pip-4- 


169 


4-cHx 


-co- 


-(CH 2) 


2 - 


l-Ph(CH 2 )4-Pip-4- 
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170 


4-cHx 


-co- 


-(CH 2)2- 


l-(4-Me0-Bz)-Pip-4- 


171 


4-cHx 


-CO- 


-(CH 2)2- 


l-(4-£l-Bz)-Pip-4- 


172 


4-cHx 


-co- 


-(CH 2)2- 


l-(4-F-Bz)-Pip-4- 


173 


4-cHx 


-co- 


-(CH 2)2- 


l-(4-Me 2 N-Bz)-Pip-4- 


174 


4-cHx 


-co- 


-(CH 2)2- 


l-(4-MeO-Bz)-Pip-4- 


175 


4-cHx 


-co- 


-(CH 2)2- 


l-(3-MeO-Ph)-Pip-4- 


176 


4-cHx 


-co- 


-(CH 2)2- 


l-(3-Cl-Ph)-Pip-4- 


177 


4-cHx 


-co- 


-(CH 2)2- 


l-(3-F-Ph)-Pip-4- 


178 


4-cHx 


-co- 


-(CH 2)2- 


1- (3-Me 2 N-Bz) -P i p-4- 


179 


4-cHx 


-co- 


-(CH 2)2- 


1- (3-MeO-Bz)-Pip-4- 


180 


4-cHx 


-co- 


-(CH 2)2- 


l-(3-Cl-Bz)-Pip-4- 


181 


4-cHx 


-co- 


-(CH 2)2- 


1- (3-Me 2 N-Bz)-Pip-4- 


182 


4-cHx 


-co- 


-(CH 2)2- 


l-(2-MeO-Ph)-Pip-4- 


183 


4-cHx 


-co- 


-(CH 2)2- 


l-(2-Cl-Ph)-Pip-4- 


184 


4-cHx 


-co- 


-(CH 2)2- 


l-(2-F-Ph)-Pip-4- 


185 


4-cHx 


-co- 


-(CH 2)2- 


l-(2-Me 2 N-Bz)-Pip-4- 


186 


4-(Fu-2-CH 2 ) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


187 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


188 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph-Pip-4- 


189 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph(CH 2 ) 3 -Pip-4- 


190 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph(CH 2 )4-Pip-4- 


191 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-MeO-Bz)-Pip-4- 


192 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-Cl-Bz)-Pip-4- 


193 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-F-Bz)-Pip-4- 


194 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (4-Me 2 N-Bz) -P ip~4- 


195 


4-(Pu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-MeO-Bz)-Pip-4- 


196 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (3-MeO-Ph) -P i p-4- 


197 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-Cl-Ph)-Pip-4- 


198 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-F-Ph)-Pip-4- 


199 


4-(Fu-2-CH 2 ) ' 


-co- 


-(CH 2 ) 2 - 


1~ (3-Me 2 N-Bz) -P ip-4- 


200 


4-(Fu~2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (3-Me0-Bz) -P i p-4- 


201 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-Cl-Bz)-Pip-4- 


202 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (3-Me 2 N-Bz) -P i p-4- 


203 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (2-MeO-Ph) -P i p-4- 


204 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(2-Cl-Ph)-Pip-4- 


205 


4-(Fu-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(2-F-Ph)-Pip-4- 


206 


4-(Fu-2-Cfl 2 ) 


-co- 


-(CH 2 )2- 


1- (2-Me 2 N-Bz) -P i p-4- 


207 


4-(Fu-3-CH 2 ) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


208 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 )2- 


l-Bz-Pip-4- 


209 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph-Pip-4- 


210 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph(CH 2 ) 3 -Pip-4- 


211 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Ph(CH 2 )4-Pip-4- 


212 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (4-MeO-Bz) -P i p-4- 


213 


4-(Fu-3-CH 2 ) 


-co- 


-<CH 2 ) 2 - 


l-(4-Cl-Bz)-Pip-4- 


214 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-F-Bz)-Pip-4- 


215 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(4-Me 2 N-Bz)-Pip-4- 


216 


4-(Fu-3-CH 2 ) 


-co- . 


-(CH 2 ) 2 - 


l-(4-MeO-Bz)-Pip-4- 


217 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-MeO-Ph)-Pip-4- 


218 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-Cl-Ph)-Pip-4- 


219 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-F-Ph)-Pip-4- 
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220 


4-(Fu-3-CH2> 


-co- 


-(CH2) 2 - 


1- (3-Me 2 N-Bz) -P ip-4- 


221 


4- (FU-3-CH2) 


-co- 


-(CH 2 ) 2 - 


1- (3-MeO-Bz) -P i p-4- 


222 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(3-Cl-Bz)-Pip-4- 


223 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (3-Me 2 N-Bz)-P ip-4- 


224 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


1- (2-MeO-Ph) -P ip-4- 


225 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(2-Cl-Ph)-Pip-4- 


226 


4-(Fu-3-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(2-P-Ph)-Pip-4- 


227 


4-(Fu-3-€H 2 ) 


-co- 


-(CH 2 ) 2 - 


l-(2-Me 2 N-Bz)-Pip-4- 


228 


4-(Thi-2-) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


229 


4-(Thi-2-) 


-CH0H- 


-CH=CH- 


l-Bz-Pip-4- 


230 


4-(Thi-2-) 


-co- 


-(CH 2)2- 


l-Bz-Pip-4- 


231 


4-(Thi-2-) 


-CH0H- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


232 


4-(Thi-3-) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


233 


4-(Thi-3-) 


-CH0H- 


-CH=CH- 


l-Bz-Pip-4- 


234 


4-(Thi-3-) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


235 


4-(Thi-3-) 


-CH0H- 


-(CH 2)2- 


l-Bz-Pip-4- 


236 


4-(4-Me-Ph) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


237 


4-Ph 


-CH0H- 


-CH=CH- 


l-Bz-Pip-4- 


238 


4-(4-Me-Ph) 


-co- 


-(CH 2)2- 


l-Bz-Pip-4- 


239 


4-Ph. 


-CHOH- 


-(CH 2)2- 


l-Bz-Pip-4- 


240 


4-(4-Me-Ph) 


-co- 


-(CH 2)3- 


l-Bz-Pip-4- 


241 


4-Ph 


-CH0H- 


-(CH 2)3- 


l-Bz-Pip-4- 


242 


4-(3-F-Ph) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


243 


4-Ph 


-CEOAc- 


-CH=CH- 


l-Bz-Pip-4- 


244 


4-(3-F-Ph) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


245 


4-Ph 


-CEOAc- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


246 


4-Ph 


. -co- 


-(CH 2)3- 


l-Bz-Pip-4- 


247 


4-Ph 


-CHOAc- 


-(CH 2)3- 


l-Bz-Pip-4- 


248 


4-Ph 


-co- 


-CH=CH- 


l-Ph(CH 2 ) 3 -Pip-4- 


249 


4-Ph 


-CHOH- 


-(CH 2)2- 


l-Ph(CH 2 ) 3 -Pip-4- 


250 


4-Ph 


-co- 


-CH=CE- 


l-Ph(CH 2 )4-Pip-4- 


251 


4-Ph 


-CHOAc 


-(CH 2 ) 2 - 


l-Ph(CH 2 )4-Pip-4- 


252 


4-(Im-2-CH 2 ) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


253 


4-(Im-2-Cfl 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


254 


4-(Im-2-CH 2 ) 


-CH0H- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


255 


4- (4, 5-2HIur2-CH 2 ) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


256 


4- (4, 5-2HIm-2-CH 2 ) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


257 


4-(4,5-2HIm-2-CH 2 ) 


-CHOH- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


258 


4-(4, 5-2HInr2-NH 2 CH2) 


-co- 


-CH=CH- 


l-Bz-Pip-4- 


259 


4- (4, 5-2HIm-2-NH 2 CH2) 


-co- 


-(CH 2 ) 2 - 


l-Bz-Pip-4- 


260 


4- (4, 5-2HInr2-NH2CH2) 


-CHOH- 


-(CHi)i- 


l-Bz-Pip-4- 


261 


4-(N-Prg-CH 2 NH 2 CH 2 ) 


-co- 


-(CHt)i- 


l-Bz-Pip-4- 




No. 


R 1 + R 1 ' 


- u- 


-v- 


- w- 


262 


3, !/>**•> 


-co~ 


-(CH 2)2- 


l-Bz-Pip-4- 


263 




-co- 


-CH=CH- 


l-Bz-Pip-4- 


264 




-co- 


-(CH 2)2- 


l-Bz-Pip-4- 
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265 ZA-ttylfVs 



(16) *£H¥6-2 6 3 7 3 3 

30 

-CO- -CH=CH- l-Bz-Pip-4- 



±iH^2 £:fc^T, 3, 4-^ ^> *8, 1 2 9, 1 3 0, 1 3 1, 1 3 9, 1 4 0, 1 4 



-£>m<D3, 4-fil:^t§-CH 2 -CH 2 -O- 

m<Dm&mT&4m-&^T&&-rz>®&*, fit 

[0 0 5 5] JtfBcD^tC&^T, $fj®^k^CD#^ 
te, 1, 2, 6, 12, 13, 14, 15, 20, 2 
1, 2 2, 2 3, 2 8, 2 9, 3 2, 3 3, 3 4, 3 

5, 50, 51, 56, 57, 67, 68, 71, 7 

6, 7 7, 8 4, 8 6, 8 7, 9 7, 9 8, 1 0 7, 1 

0 8, 1 1 3, 1 1 4, 1 1 8, 1 1 9, 1 2 2, 1 2 * 



10 



7, 1 5 8, 1 6 3, 1 6 4, 1 6 5, 1 6 6, 1 7 
2, 1 7 6, 1 7 7, 1 8 0, 1 8 6, 1 8 7, 1 8 
9, 1 9 7, 1 9 8, 2 0 4, 2 0 7, 2 0 8, 2 1 

8, 2 1 9, 2 2 2, 2 2 8, 2 3 0, 2 3 2, 2 3 
4, 2 3 9, 2 4 0, 2 4 2, 2 4 5, 2 4 7, 2 6 1 

6 2-C&3o 

[0056] *5m<n-wtT*: (i) it&mz, ^tkie 

[0 0 5 7] 

Mb 9] 




raXCR-CH> a <CHdJl (IVa) 

mAirM R ^L-^L 

OH) (Va) 



H — R 6 (VI) 



<m) 



YCOCHj QVb) 



1 Xfi 



R'- 




COCH, 



(Vb) 



R'CHO (VII) 




OCH=CHR 7 



[0 0 5 8] 



Ob) 
[fcl 0] 
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31 



(17) 



*£8!¥6-2 6 3 7 3 3 

32 




COCCHjCH^R 8 



3 




CCKCH^HXR 8 




CH(CH 2 CH2)iR 8 
(!)H 



<Ic) 



(Tc) 



[»a«feE] 




CHCCHjCH^iR 8 

Ah 



R 2 r (vno 

^Ellis' 




ae) 

[0 0 5 9] _LK5t*K R 1 » R l \ R 2 , R 3 . R 
4 , R 5 , m&tfnte, fl^ft (I) ^IBi^ilHljtS^ 
*U (la) , (lb ) , (Ic) , (Id ) . (I 
e ) lkX$ (If ) \X (I) £fi!S»*#U ( I ) <Z>A 
UX-yg>^0, R 6 «— «SC (I) +<Z>* Wfttffi 

^a*a*IB*Xtt*: -NR 4 R s S&jj*U R 7 tt 
W£P3jt^£WU R 8 fc£> R 7 - (CH 2 ) 

. — R 6 -C^Sn^S^b, ittl73rS2*^-r. 
[0 0 6 0] X. YRltY' *SSISt ITK 

*-;i/^-*^S ; 7 , J-Jl/X;i/7t^myl^ 
U Ytt, Ao^>If$^U Y' y;l/*/-r 

[0 0 6 1] ±f£tC:fc<AT, X. Y&tfY' 



^(CHjCH^R 8 
OR 2 

(If) 

[0 0 6 2] ±8Bfc*^T, X0^Si:^tt5fi»7;i/ 

^v'O^&Ci -c 3 7;wi^x;P7t-;HT^ 

40 [0 0 6 3] ±ffifc*5V>T, X<Dfemz£>WZ>/\ay J 

;pt+y0^^feADy77;w^7^-;HTfe 

[0 0 6 4] ±EK:*^»T, X<Dfemz&»Z7V-)V 

* ~)V** yOi^Ce - C i o 7 U - )V7,)V7 * ~)V 
50 ^"^v^TfeO, ffjgKfcL v-h)VX.>X)V7*~)V'* 
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(18) 

33 

[0 0 6 5] ±8Hfc*5^T, V <Dfemz&nz>faWC7 

sfcCi -c 6 7;u*y-f ;i/**^iE"eftO, 

[0 0 6 6] BBSftA] «jftftAfct-»5S (la) > 

«r*<b#*«>sjfifticH"rs'bo!)T*^. ft;-&«F (i 

a ) tt— jRSC (I) \Z*$^T, R 1 > URtfVfcMfr&« 
(I) ©ESStliOti^Sft^fU U«-CO-S^ itf 

U VtC*3ViT. mte0 75M2ft^U n«0M7S: 

tkU WteR 6 Xft*rr*fl;£«re*S. 
[0 0 6 7] (Igl) : *IgO»«ft^« (Va ) 

«, -jest din T?«t>sn*^>-tf>«w»ict 

-«5t (I Va ) -cafcSn^fttS, 
S;rh7tHD77 >©<£ 5 fcx— t-MKX\Z*<>1£ 

xx, mrxx, awtf^x^i^ #D>hij7^ a? 

*U K0£3ft£JMtftfb) ©flrtETfc, Wfc -3 0 

[0068] Buatmu. e«w*» im^ 

[0 0 6 9] E**T«, *»Wfc£tt«*ttfc«t> 

zzt\z£*Dxn*>nz> 0 #enfce»ft^ (va ) ^ 
[0070] (ig2) :»Aiigrf|f»nfc-^ 

(Va ) TS^^nsft'&ttS.-^ftttSlK 

HD77 >co<±: ^ &x— r)vmx\*i> j e >4> h;l/X> 

h'JXf;i/7^X 4-^^75/bT 'J >>>©<£ 
37-hi;K8thU»>A, M*'J^A©J;5^7 40 

R<b*u^A#&#a$"&, Hftsc (vi) -e^an* 

Reflet- 1 0*C7IrMl 5 0*C OBFSfCtt. 0*07558 
0*C) -CRjSftfr^BeMt^* (la) ft«i6T*££ 

[0071] ejsp*iw«* ejk&i& jRfMk-&« 

Hfl7I>53 0 (#aHCtt. 2l$mft£10l5m) BSPflTifc 



*£$!¥6-2 6 3 7 3 3 

[0 0 7 2] »6n&B»ft*((l (la ) K&Sft& 

[0 0 7 3] [®tfgj£B] WRttBttHRa (lb ) ft 

[0 0 7 4]ft^« (lb) tt— «5t (I) IC*5V>T, 
R l tt (I) ®E&&nXtt£*U Uli-CO-S^ 
fU Vttm^l, nfltOftiSU R 7 teWt^lc^ft 

[0 0 7 5] (111) : fls-&* (I I I) ft— «SC 
( I Vb ) T«t)Sn«ft^»fc»A 1 XS^H*ff=T 
EJ&> «HSli:*ctfcJ;D»«*n*. 
[0 0 7 6] (XS2) : ( I Vb ) ft— «at 

(VII) T^^n^k^tSJiSS'&S^tfc^O 

#HJfcfcL fc^#J (I Vb ) <«* 

U 5>>©J;5fc««IUfc *3MVU^9A. ^7VU^ 

&*Mfc-&ft £ SM V 7 n fcf JI/7 5 U 

ftKj6**Tm#>ft^dts*, fls-&«F (vi 

I) ©iSfcTTl^fc H«t«*S*TBflSMfc**ft'ft 

[0 0 7 7] 21©K*:fc«V>*»Mta:bTtt, 

x— 5Ml\ ^h-^t: FQ77>0«i;5^x- 
rJMlXtt h^x>OJ;5^f ft I** 

lr>*Cfc*«ffl*<5. EBUEtl/Ttt-7 8137551 5 
01C ($fMfC«, -7 8^755 3 01C) SJCftfr^ 

[0 0 7 8] SjKRfMtt, ^tc, SCTLS, M*Hb«tt 

xttffifflsn*»iat©as^«fcoT*^s^ 31^30 

i>73rM3 '0«FW (fiFWZtt, 1 »B73rS 1 0 WIB) Tab 

fc^***ttftjn*.. *jMft«ar*2itfc± 
[0079] *&n^a»fbdtta<wft&a k *», 

WAJiHUSa. ^«XJ^DYh^77^-^:J:o 
[0 0 8 0] WJfiSC] »jSttCttft-&« (Ic ) cfc 

odd) ft»iS"r**ftt?**. (io «{b 

^ (la ) VOPk&m (lb ) ft*t»fcft*«Tf* 
D, R l tt (I) ©gB^tl^««ft^TL, i«17552 
ftjKU R 8 tt, R 7 XttaS : - (CH 2 ) n — R 6 

t>$n5i*^tft^«t»*. lb-&^ (Id ) ©R 
1 » ixiiR 8 ttft^w (ic ) ©eai:H««ft#-r 
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(19) 

35 

(Ic ) V&t>tsn*{k&®&m7t*r2>Z}:\Z&r)M)£ 

ft X - fJ«Xtt ^tie t * £ 0>ild««& 

£15 0 Kg/cm^Tttffl-rs^t^**. K«fi«R 10 
Aft: S ft*. 1^0^150^ 105>75S18^ 
[0 0 8 1] C©E*»4»«B5c«»Tttft<, ±hU 

[0 0 8 2] s«fc:ffl^s*KtbTtt, 

><z> £ ^ &x - ^;Mitxte z: n s 

otMiow re, i oftnmi 8mm ($?m\z 

[0 0 8 3] [ttftftD] JBKSDfcMfc^* (Ic ) <fc 
Dfc-&* (Ie ) SKfit5*ftT*5. fl^ft (Ie 

) rau ^r 1 , i^tXR 8 *tft^* (ic ) <Dmm 
[oo8 4] crsi) «a (ic ) T?»to$n* 

f, ^ vy?^7^5=a!>A/w H7-f 7)v* 

;k x^/^HD^SteTJlo-;^ ; fh7t HD7 
v^l* >tf> 5 &X - 5^;i/^Xt4 £ ft £ GD^$ 

SfcioTSftS^ fctttt- 1 0t;7!>S5 0*C (»ja 4? 
{CH, OtWSl 0*0 Tf, 1 0»75S1 8*IH Off* 
fctok 3 0#75M1 0I9IH) 

[0 0 8 5] [§£j£*feE] Wfi&Ettft^tt (Ie ) «fc 
DflS-fr* (If ) *«It5*ft , 7*4. ft^W (Ie 

) (If ) t^n^OR 1 % i&tfR 8 W 

(Ic ) 0E»£HXtt&*'U R 2 (I) co 

[0 0 8 6] (Iil) D"C#6nfcflS-&ft 

( i e ) ic«a#ftTfc. -«st (vi i i ) &3frr & 



WH¥6-2 6 3 7 3 3 

[0 0 8 7] E*fc«^*t«fcfcL>THU J&ffc 

m> X— x7k ^vya^x-rJk fh7tFD7 
7>cDi5?5:x- ^VjSXtth;i/X><Ocfc^^Sft^ 

[0 0 8 8] &ffl£ft£-H&3;R 2 Y* (V I I I ) T 

*to«n-5fiiflfl!i*^f^ny F> ^^a-^-r 
F, r/otrji/a— ^-r Fco<fc5&y 

;W^;W\^-f F ; ^>yWD'J h\ ^>'^D5 
F, i>i?)Va— 94 F©«fc3fc777P*/W\9-f H ; 

xi^nU F, Vt^ hJl/X^XWxj^PU F 
«:3?»*x;i/*-;W\?-f F ; h'J^S/'JMnU 
F, hU^^^U^a-^-f F, ter 
^Jl/v' U P U FcD£ 5& F U 7)V*r)V*s U ;i//\^-f 
F ; 7tWWDU F\ ^p^x^p'J FO£5fc 
JB&flSKT zs)W\ ?4 F ; ^>y-fMD'J F\ h;W-*f 
WP'J HCDi^feafWs/N^-f FTfcO, m*. 

[0 0 8 9] ffifflSn**6StbTtt, M*_fcf, 

FU*A, S«**#ytfA<0,fc5fc77U# 

;PT^>, x^^y/p^7^>, c7)cfc-5^H^: 

[5, 4, 0] ^7>x^>-7-X> (DBU) , 1, 
4-^T+ftf^^D [2, 2, 2] (DABC 

o) ©±5fc=«ffi»a:r5>T*9», »*fctt» tf 

[0 0 9 0] E*fiaRtXEiS«fWlttffl««»»^lfi 
[0 0 9 13 

[»«©»*] **w©«rE-Hea o) *mrz>K& 

[0 0 9 2] (MtSs) 
»«:ddY«8tt7W (5-7lfe B*XXX;V 

->-«:) ^ffifflbfe. 7W^'J>xxr7- tfarx 
5f&i^)100mM>J>iA''y77~ (pH8. 0) T 
u\ £±BH<Z>A*y 77- 3 ml <h^tc^a.^ty htCV^ 
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(20) 



*fW¥6-2 6 3 7 3 3 



37 

3 U > (>^T%t» * 5 0 m 1 £Atl, Mil, 1 Om 
M^^fcfX-hD^ESK (istf^ttM) 5 0 m 1 £ 
Jn*.TK*£B!»Lfc. 4 1 2 (imCK^ftS 2 - * 



55 



[0 0 9 4] 
K2] 



I CsoM (nM) 



1 


1 3 


1 3 


4 3 


1 4 


4 0 


1 8 


6 6 


2 1 


2 3 


2 3 


1 5 


2 4 


1 0 


2 5 


1 2 


2 7 


3 




15 3 



<fc S ft □ ttffi»SB* b < tt^ffll* fc <t a 

[0095] znzommu. mmm. m&m* mm 
mum* &&m* mmmmm<DmiMm*m^Tm 

[0096] *<Dmmm\tmft* ^mmz^vmuz 
a** i Bi-ioo omg/Kg*a:*a*j*A{c»u 
i0i 0xtt*iiifc»ttTiS:*-rs e tanr^s. 

[0 0 9 7] BITfc, HJfiWR^SSdWfcckO, *3bw 

^ M:fcmz$tT&?z>&, *mw\*. ens trots n 

[0 0 9 8] 

*&w&* *#wfcB*r**«, ens 

[0 0 9 9] £ftMl 4- [3— (N— ^>^tf^ 
(a) N-^>v ? JU-4-^ h^->^5 1 ^>tf^U^> 



2 6 gtc«l*X— 0 0ml fcHlj*.* *»TT«t» 
Lfc^S 7 Om 1 <7>1 5%cOn-^;l/U5 1 ^A^Sllx 
Mf::3 0#jf#^ -l OtC^UHgtON 
-^>^1/— 4— tf^U F ><DMfrJL--7-)Vm%i&toz- 

30 ft. ow2mmmwhrz&. mm^iNmsrci^mv 

»X^;i/^n-^-9->OjB'&*j« : £ffl^Tv'U*y;i/ 

ffc^4&6. lgWI6hfc. 
[0 10 0] 

(c) n— *<>i?)v~- 4— tf^us?;u*;u*r;i^rt F 

±ECDR>S-C#enfcfl:'&*&4 Om 1 <D** S—Mz 
40 *3&>U 1 N»»4 Om 1 SlWiLT3l*rafii«b&a. 

U9A**«&»lA.T»Kx^T»fflUfc. »«Xf 
;WB£«R#y*ATft*U *«£«JEETTSXU 

^7A^DTh^7^77^ -t«»-t a a 

[oioi] (d) i gcasM y^nfcr;PT^>tcM* 

fh7tHD77>l Oml £2rax., -lOtTl^t 
50 »C*«rF-Cl 0#«#Lfc». -7 8 < C-T4-Tir^ 
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(21) 

39 

)\,\Z7 x.—Jl' 1 . 9 g £«7Kt- h7tHD77>l Om 
TK^h^t HD77>2 Om 1 fc»3^UTlP*fc. 0*0 

l^TS" U 7.A^D7 h £f ^ £f ^ 2(7 

6 0-16 2TC©B«fc^» 

3. i g^t^nfco 

Co i o 2] mmm2 4 — [3— (n— ^>^;nf^ 
4 — f;W yntt-M b'7x^ 
1 T#fcfc£-«J lg^ ^^/-;P3 0mU:S 

^^/x^pvhif^y^^^-TJBa-r^iiiBjSii 3 1 

-13 2tOS»fc^*0. 9g^f^L 20 
[0 1 0 3] HJSW3 4— [3- (N — (3-7)U* 

u^>i?M tf^u^;i/~ 4 — r;w yn^/-r;i/] tf 

7x"Jl/ 

N— (3— ^;i/^*n^>>?;i/) — 4— if^yH>t4- 

*TB«fc***»fc. i^ll5-ll6t 
jl«0J4 4- [3- (N- (3— 7)\,*W<s>z?)V> 

[0 10 4] ^Jg^5 4- [3- (N- (3-* 

i/^>i>M fcf^US^-4 — f;» ^n^y<;w tf 

N— (3-^h^v^>^;U) — 4 — tf^U F>£4 — 

1*TB»ffr&4&£»&. MjSU 1 2-1 I 5TC 
l&&£#J6 4- [3- (N— (3—* h*r>"<>i/)V) 

[0 10 5] *««»J7 4- [3- (N-7x^I/Xf 

jnf^y^H 4— r;w 7 f o^/-i , ;W k*7x^ 

N-7x-^X^-4-fc?^U F>£4— T-fe^fc? 

-£%}*mco MAI 2 5-1 2 7«C 

4- [3- (N-7x^X^tf^Uy;i/ 
— 4 — f;W :/ntT:*~;]/| t*7xzjv 

*J6«7T?senfcft^fts*««i2 tig«tia7cUT 

j&&9 9-10 or©SMfls-&»&#fc. 
[0 10 6] ^ttM9 4- [3- (N-7x^7*D 50 



Hi¥6-2 6 3 7 3 3 

40 

N — 7x-;vyD tr;u- 4 - fc!^ U K>t4-7tf;i/ 

0 4- [3- (N-7x-^7 f Pt!;^^'J 

WWC7 8-7 9t©SWfcSftS»fc. 
[0 10 7] glJSflfl 1 4- [3- (N— *WHf-* 

4 — r;w) :/n^/-fjw h'7x^ 
N-;*? 1 ,^— 4 — tf^U F>i:4— 7-fe^;Hf7x-;i/ 

i&&2 0 5<C «M») o 
[0 10 8] HJB0«f 1 2 4- [3- (N— ;*3VH^ 

us?;p— 4 — r;W ^dk*^;w t'7x-jk 

lT#e > nfcft-&»£*»«2tH«^S7cU 
TM1 8 6<C mm ©BSWfe^«fc«fc. 
[0 10 9] HKfll 3 4—V-i?n'\3ri')V— [3 

- (N-^>^;nf^u^;i/-4— -ow ^n^y-r 
4 -im ? n ^->;i/-y -t h7xy >£##fli itH 

«Hcfij63i*TB^*4lif*»fc. M135-136 

<c 

^Sfi^U 1 4 4— IM^n'V*^— [3— (N-^> 

4 — f;w ^ntf*-;H ^>i?> 
Hffiflll 3T#6nfcft-&«ftJ8««2tM«fc«7cU 
TSk&l 4 9-1 5 0 < C©B»fl?&«£#fc. 
[0 110] ^Jfcflll 5 "4— t -75- fr— [3— (N 

— ^>> ? ;i/fcr^'j> ? ;p— 4— av) yn^y^jn ^> 

4- t -^f^-T-tr h7x/ >£#%0U 
J6£ii:TBWft^«£#^ HtjRl 1 6-1 1 7«C 

6 4— t -75)V— [3- (N-^>^tf 
^US^— 4 — r;» ^ntf^*-;!/] ^>if> 

TM^5 0-5 llCOBWYfc*****:. 

[0 111] ^Jfitfll 7 4-7x/4 ; y- [3- (N 
-^>s^t:^Ui^— 4—- f;0 :/d^/-f;M ^> 
-tf> 

4-^x/^->- y-tr h7x; >£#%#J1 fcHfllKR 
j62irrBM^«i&#fc. Mjftl 1 5-1 1 6<C 
mmmi8 4-7x/ + y- [3- (N-^O^tf 

^U^— 4— r;W ?u\±*~M ^>if> 
gftftll 7-C»&n&ft-&»ftj6>S«2i:H*lca7eL, 
Ti!^C6 4-6 5lC<0BeWbft«l€»fc.. 

[0 112] HM^Jl 9 4- [2- (N-^>^;i/tf 
^U^;U-4 — f;W — 1 — /W HP^y7*P tfjl^] tr 

7x^ 

mmm2^m^nrcit^mi g^iomi v>*$ 
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(22) 

41 

^T-> U * WW 7 A* D7 h ^7 7 Y - T«»t5 1 
MOlWft^O. 7 1 g««»Snfc. (Rf = 0. 

2 1, ^^/-;V=9 : 1) 

MMM2 0 

4- (4, 5-ytKD^5^/U^-3-^^) - 
[3- (N-^>i^;Hf^U >?;U- 7u^J 10 

4- (4, 5-^hHD^^^/'J^-3-^») X 

MM : 1 6 0-1 6 3t 
«M2 1 

4- (4, 5-^tHa-f^^/u;i/-3-^f;w - 
[3- W-^>*J)W^W)V-4 — r;W ynif^ 

ii:84-86t 
^66032 2 

4- (4, 5 -$>k HcK )V- Z -T ^ S 

M - [3- (N-^>^;Hf^U^-4— i)V> 7 

4- (4, 5 - y t Hu-f 5y»/U^- 3 - ^^) 7 

HjS : 151-15313 
^Jg^l2 3 

4- (4, 5-ytHD^^^/iJjl/-3-7^/^f 30 

;w - [3- (n -^>>Mi/t^u s^p- 4 — r;w y 

CO 1 1 3] £»0!12 4 

4- (n-^d/^m;I/-/^7$ ; ^^;w - [3 

(a) 4- (N-^O^U^^^X^-^^T 

Ig©4-^^75y^7th7xy>t0. 7 
gcD MJX? 1 ;U7 5>£2 0m 1 (Orh7/W HP77 
>fc*j&>U -10tT»»L^&l. 5mlC0^> 

yM*5/*M-;wn5-f K£in*-fc. Wc : or 
T3 o^jg^bTjcTK^Jn^., A^jDATx-rOi'-tt* 

n-^>©i*SK&lVJTS/>J*yM 7A^D 
7 h y 7 7 -T^it § i W<Z) I 1 • lg 

&n*>nit. so 



#i¥6-2 6 3 7 3 3 
[0 114] (b) 4- ( N - ^ > is*)l>tf- 

)V-*^)vm; *?-M - [3- (N-^>> ? ;i/tr^ 

(a) T*6nfcft-&«*S!Bi«ll (d) tmttfcE* 
[0 115] (c) 4- (N-^^VT^y^^W - 

[3- (N-^>^;nf^u^;P-4— r;» ^n;v 

(b) T»6nfcfl2*«**JI«2i:H«fca7cUTB 

[0 116] (d) (c) TWStlfcftl'&ttO. 3 5g 
tO. 4 g <Z)y ^ V y □ ^VX^l^7 ^ >^ 5 m 1 <Df- 
h5/WHD77>fcB#U -1 01CTJWfbtt««6 
0.3 7 gco^u/W^JV^u^ H&Jn^.&. 3Efc, 

aMis* ? W > t * * y -;Koa-&»Mtft« ^t-> u * y 

M7A^D?h^77^ -TtSt £ t § fttffc 

^WO. 2 5 g}&*»&nfc. 

[0117] nmw2 5 

4- (N-^onM^-^f^^/^^) - [3 
- (N - ^ > *?)], ¥/*Vi?)V- 4-^)V) rfunj^i 

*0. 5ml «E£T-C*Mt«**L^^y- 

;^i:x— 7 L ;woiB'&««^6H«ftr*to. lig© 

BWfc^Setlfco (Hfij& 2 1 9 - 2 2 0 1C) 
*SB«2 6 

5- [3- (N-^>>?;l/t!^U^-4 — r;w :/D 
^y-TJW -1, 2-y/WHD^/77> 

5 -7ir^;l/- 1, 2-y/WFD^;77>£ffi^ 

[0 1 1 8] HjKM2 7 

5- [3- ( N - ^ > z?)V tr ^ u - 4 — (M 7u 
nj^M -1, 2-y/WHD^>777> 
*««2 6T»6nfc-fc-&«*«««2i:H«lC»cU 
TK1 0 5- 1 0 61C<OBWti?&«£»fc. 
[0 119] : 9 2-94t 

SSOt^ll «7!Tir;MB) i 

i <»tt£t® 25 og 

SJ» 154 tug 

hWna->U» 100 mg 

X^T U 1 mg 

Sh 280 m 

280mg & 3 nv^^yfi^Mz 
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(23) Jf$&l¥6-2 6 3 7 3 3 

(51) int. ci. 5 mm^ frftmm&n fi s*^sm 

//(C0 7D 401/06 
211:00 
233:00) 
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